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(57) i^m] 


^ ( I ) 









(CH2 ) „ --e^j^^tLSSSrSL. Z\t- (CH2 ) 
„ -*:fc{i-CH2 o (CH2 ) 2 -'C^^ti'Sg^^ 



^.S^NHR* (I) 



-1- 



4k. 



(CH2 ) n -'^^^ti'^SSr^U. Zft~ (CH2 ) 
„ -:^)t«-CH2 O (CH2 ) 2 -T^^ix^SSr* 

' . r2 i3j:t/R^;65-?:iim$bfi:UT. tK^K^. /^ 

-mic^oT- (CH2 ) 2 -"C^SttSS-Cfof^, Z 
^5- (CH2 ) 2 -*fctt-CH2 O (CH2 ) 2 -"^ 



2 

(^1^. R' . r2 4Bj:t;R^ fi^ti^^H^^LT. tK 

»mar/w=3#i^s^«L. R^ *5j:o^R^ 

(CH2 ) „ ~t?^^tl^S^^L. Z\t' (CH2 ) 
„ -^fcf^i-CHa O (CH2 ) 2 -"C^^^HSSSrS 
i-o nft2^/c:{13^. mill. 2*:rcl^3^^1-o ) 

[0 0 0 3] 

tl. Na* /H* X«^«<?5?£tt^l:. *>SVMtNa* 



.^.S^NHR* (I) 

[fl*«3] S- [2- [4- (4-=.hnv<>'^:;;/i. 
m^^4] 2- [2- [4- (4-;5^nn-<Vv?;W 

[0 0 0 1 1 

[0002] 

[ft2l 



,NHR* 



(I) 



ttri^^ [Circulation Research 65, 1045-1056(1989), J 
ournal of Cardiovascular Pharmacol ogy» 23, 72-78(199 
4)L fi^oT. Na* /Ca=*S«8l«SrK§-r§{t;^ 

mt LT^ffl-f s r t t-x^ 2»o 

[00041 Na*/Ca ^"JS^^Pl^f^fflSr^i-^ 
^L-a^ife^LTftr^ (II) X^^tl^i^^tiu-<y^ 
^/l^tl^<DT^ Dy^ K^#($:[Proceedings of the Na 
tional Academy of Sciences of the United States of 

America, 181, 3238-3242(1984) ];&5^3^e>i^rv^ 60 

[0 0 0 51 

Ut3] 



-2- 



[0006] 

* /c a2"5^g^«ffiSf^fflSr;fir-r^»f«/j:^fc^«jSr« 
[00071 

[^$r^^^i-'5yti?)<7)^^] :^mm^h\tm^mn^ 

nfcNa" /Ca2*Si^«a«f^fflSr^-t-S:i^Sra 
[0 0 0 81 

imm<omm(Dmm] wib* (d (^:fcv>r. . r 
1 0 0 0 9 1 if,%m(o\t^m ( I ) O:^{^0y tr ft 

N, N' -v^:ii^/^-S- [4- (4-:^un-<>'v^;U 

>f yf';^-^^ur. s- [2- [4- 

^^^l^T. 2- [2- [4- (4-i:'nn^Vv?;P;i- 

/K S- [2- [4- (4-:^'Da-<yv?/w:t^ 

>f y^:^l>L^T. N, N' -v^cJif^'/W-S- [2- 
[4- (4-^nn^>'v?/P^:^v') 

y^5^^'UT. s- [2- [4- {4-^^/\^-< 

- [2- [4- (3, \-^y^ ^^^i^-y)\^isr^-y) y 
:x.z^}V\ vf y^;^-i>UT> S- [2- [4- 

f';d-57Ur. S- [2- [4- (3-- hn^>'i^/W:t 
^i/) :7 3i:=:/V] 3:^/1^] ^yf^ah^^UT. S- [2- 
[4- (2-i^nn-4-^ hn-<:/v^/W:t^>') :7ii: 
ri/l^] jLf-zU'] ^y^;^'^7Ur. N-^^yl--S- [2 

- [4- (4-:^nn^>'v^/U;t^v^) :7^^;W] jxf- 
yl^] -Yy^^i'U'T. 2- [2- [4- (2, 4-^^^^ 

-i^t Kd^ ^^/-/K 2- [2- [4- (4-^n 



4, Kn>f ^^y— /K 2- [2- [4- 

(3, 4-i^^Dn^>i;/V;^-:^S/) 7a::=./W] 

/w] ^;t-4, 5-v?t Kn>r ^yy-/K N, N* - 

i^jc^/P-S- [2- [4- (3, 4 -v^iJ^ Dn^>'v? 
)\^isr^^y) y'jin/w] ^^/w] ^y^;t'>UT. S- 

[2- (4-'<>'i^/^5^:i^^->73l::l>r^) yf^ 
:t':'I/r. S- [2- [4- (2, 3, e-h'Ji^nn 

S- [2- [4- (4-y h=^ev^^>^v?/l-;^-=^v') 
n/w] ^ yf^;^-!^ l^T. 2- [2- [2- (4 

4, Kn^ ^yy-/K 2- [2- [3- (4 

-^Dn^yi^/U:;e-:^ri^) :7 3:=:/W] 

[ 0 0 1 0 1 ifm^<D\\L^m ( I ) <oms^wfcfF^$ 

tl-S^^LTIt. Mxfi:S». *{b7K^». 

[ 0 0 1 1 1 ^SIS^iTJ^b'g'ifeO 5 ibiaiB^ ( I ) fciol> 

m.W<y^y)^ir^^y^t^4^'^M . R^ . R^ *3 

^^/^S*fcft:=:hnS-e*>!5. R* *5<tt^R^ 

or- (CH2 ) 2 -"^^^ti^Srfct). Z;65- (c 
H2 ) 2 -*/cft-CH2 O (CH2 ) 2 -"'C;^^tt'5 

[0 0 1 21 *^e^osf^Lv^>^b'g'fei:Lr^l. s- 

[2- [4- (4-^'on^Vv?;W:t=^>') y^in/v] 
^"f-f^A >f y^^^7Wr. 2- [2- [4- (4-i5^n 
n^Vi//U:^^rv^) :7a::^;U] cn^yu] ^;^-4, 5- 
i>tKD^^^y-/K S- [2- [4- (4-y^/^ 

S- [2- [4- (3, 4-'^^na'Ov^/U:t^v') 
:7a.n/>] >ry^5j-!^ur> S- [2- [4- 

{4-z=^Vxi^i/':^)Vir^^y) y:z.z:-)V'\ ai^/v] >ry 

^:t!>UT. S- [2- [4- ( 3 h p^^^v^/^::^- 
^v^) >^3:^yU] >r y^;d-!^7 UT. S- [2- 

[4- {2-^ "cixi- A-=^Yxi^yi/)Vi5r^l/) 731 

ai^/i.] >ry^;a-e^uT. 2- [2- [4- 

(2, A--y^ uxi^y-y)Vir^-y) y ^z^)V\ zn^^ 
^:^-4, 5->^t Ko>r ^t/y-/K 2- [2- 



-3- 



\ 



[4- (4-:^nn^>'i//P;^^i/) ^yiy/l^:^^^/^ 
[2- [4- (3, 4-i^^^nD^:x^/P;d-:^i^) :7ai 
S- [2- (4— <^^i</W;d-^v':7 3:^/W) ^ 

y^5j-i>ur. s- [2- [4- (2, 3. 

[00 13] ^fc. *:^^<;5{t:^feo5"b2- [2- 
[4- (4->5^nn-Oi^/l/;^dj^i/) y sl^^/U} jc^ 
/l-] ^2}--4. Kn^^i5^>^"-/K S- [2- 



(III) 



BP*), {b-a^fti (I) (owm^mm^^ti^mt. it^ 

^ (I I I) tit-^^ (IV) ^R/S^narSr ^lc:J:«9 
>fb^ife (III) .t^^aft^o^ti-a^^ (I v)^4r^ 

m^bmm<omMm[^f\'T^. 1-2 4^fffls^&$Hi: 
1 0 0 1 6 1 ±m^m^mmmmt l-cji. ^ / - 

[0017] ^^wmit^m (I) t^/ ±i5®jig;^fe{c 



(V) 

) 

BP^, -(b-g-ife (I I I) (4. !|#ffiBg5 0-l 4 8 3 5 7 

^ixa^b-g-i^ (V) Sr. T/>#/u;^/u*:= 
(0 0 2 21 ^mm<D\t^<^ (I) *3J:tJ«^:(D||a^Sti 



[4- (4-=- hn^V':;/W;^dr-» 73i=./W] 

[00141 ( I ) i&i.xi^nm'mm 

[00 15] 



So • 
[00181 ^^mmt-^fSi ( I ) tt, 

[0 0 1 91 ^%m(o\t^<fy (1) oMia^stic 

[00201 ±.^^-:^m<owMt Lrfflv>f>ltS^k-& 
(I I I) tt, £iTro;&jfe»cj;9SJjif 5ri*5-et 

[0 0 2 1] 

[^ksl 



"is. 




o. 

R* 3 
(III) 

[0 0 2 31 

N a * /C a 2*35E«l«^f PfiSf^ffl^^ iSf^ffllcS^ 



-A- 



[0 0 2 4] mkmi 

N a " /C a ""^^WmmmWi^m : N a " /Ca^'^t^ 

fiSKSrffl V\ y -r^:?^ (Reeves) e><D*fe [Journal of Bi 
ological Chemistry. 258. 3178-3182 (1983) ](;i2pcr 81 

1) mmt^m 

*1601J2. 3. 6. 7. 8. 9. 10. 12. 13. 1 
2) 

«jS [1 6 OmMigjb^M^ y ^^ix. 2 0inM 3-N- 

(pH 7. 4) ] »t»-e 

3 7t:. 3 0 5>F^^^^^a:-<— S;/3 VL^p Rtc. 
*«rSi?&^fS [1 6 OmMifift;?? y i^A. 2 0 mM 
CaClg. 0. 4 MM/<y /-^-fv^V. 20mM 3 

-N-^/^3^:y y7'n/N*v;^/U3^v» (pH 7. 
4) ] f-tsTt:. 2S?K-r v:3f-^-<-v^3>-Lyb^. 

(B) ] o 

[00 2 51 *fc. ^i^^^5(lMPt>l^«{;iai«LT. 

/Co 

[00 2 6] 

[S:i] Pfl^^ (%) = [1- (A-B) / (C~ 

p) ] X 10 0 

»:V^-C> ttK^b^^tdJlorNa" /c a^-^^gi^iiPfi 
*^;6S5 0%i:/^-5«S (IC50) ^m^^^^^^ 
it. 

3) wgye* 

[0 0 2 7] 
[*1] 



IC50 (MM) 



a4 



10 



ao 



4.9 



5.9 



11 



16 



11 



6.1 



12 



21 



[0 0 a 0] 

«J®Jf^ffl^l. ^i?'yTtf-^(TagIiavini)^)0:*rjfe[Eur 
opean Journal of Pharmacology, 194. 7-10(1991)] 2? 

. 1) ^mt^^ 

2) umi^m 

Sprague-Dawley*iW47 y h (f^M : 3 6 0 ~4 2 0 

g) ^^>Vy</\^\f^-^\^'rhV^M. (5 0mg/kg) CO 

rtir*-^-usr#AL. Aj:mAm^^m\^it, 't-m 
^ (mi imm \tmmcmLfcmmf)-hmmL. 

nmmm(D^L^mmm<Di^mmm (s) (¥*&fg±^ 

Jp^^. n = 6) ^vL^SHd^btfSjLfCo 'L>^*ffli()<O^J 
5£ttThe Lambeth ConventionO;?fW' K7-< V[Cardiovas 
cular Research. 22. 447-455(1988)] iCip CTtrofCo 
[0 0 2 9] ^mtl^X. 1 5%(v/v);Ky:3i^ 

U-y^^y 3-/W4 0 0. 1 5%(v/v):x^/— /K 7 0 
% (v/v) ^S^^Jfifgt^il'^SJjlCO^^^^S^ L/C ^ co^b 

^)Wibc^i^jg!^F^ (s) ^±mtmm\^vxiYmLtCo 

3) i^gi^em 

iiS*«r^2tc:^Lfco 
[0 0 3 0] 

im2] 



-5- 













104.3 ±29^ 




0.1 
1 


115.2 ±36.7 
0.0 



[0 0 3 1] ftg^f^S 

f^fflUx '^x-f — (Petty) [European Journalof 

Pharmacology, 192. 383-388(1991) ]lc3fi:, 7 f h^tt 

1) m^it^m 

2) tm:^m 

Sprague-DawleyS*H49 S' h (^^S : 3 6 0~4 3 0 
g) Sr-<i^^^V^^^^'-/^:^^y 'i'A (5 0mg/kg) (O 

^Srl 5%(v/v):i?!J3if^UVi^y 3'-/W4 0 0, 1 
5 % (v/v) ^ / -/W, 7 0 % (v/v) ^SAISfK CO)l-g-^ 



-^SfefiSB) t^^HsLU {:3iy<y:^:/;i^-^^U) tic 
hyy])^M.^rt]} K (TTC) ^«fi3 TlC-CS 0^ 

n = 3) .-CS^L-ni. 
[0 0 3 2] MmtLX. 1 5%{v/v):^]}3L^ 

UVi'U =— 0 0, 1 5%(v/v)3i^'y-^-'K 7 0 
% (v/v) ^a*:g?gS<0?E-g-^!io;'^«:S# Lfc 1 1 

3) 

[0 0 3 3] 
1^31 





m& (mg/kg) 








54.9 ±5J 




0.1 

1 


52.3 ± as 

27.6 + 4.1 



10034] 

[0 0 3 5] mmmi 



R^ 



#Wl#fi8) (0. 7 5g) , N. N' -i^ai^/l^^::^ 
ir]yr (0. 3 7g) . (10ml) (DM-^ 



-th^vv/vx^wm^Lxmmit^^Q (o. 44g) 

Bt^ : 1 4 3-1 4 4t: 

^H-NMR(DMS0-d6 ) 6 : 1. 02-1. 12(6H, m), 3. 23-3. 37(4H, 
m) , 4. 52 (2H, s) , 5. 09 (2H, s) , 6. 98 (2H, d, J=9Hz) , 7. 33 (2H, 
d, J=9Hz) , 7. 44 (4H, s) , 9. 4 1 (2H, br) . 
Ttm^mm (C19H23C 1 N2 OS • HC 1 t LT) : 
tt^tt (%) C, 5 7. 1 4 ; H, 6. 0 6 ; N, 7. 
0 1 

(%) C, 57. 0 4 ; H, 5 . 9 9 ; N, 7 . 

0 6 

[0 0 3 6] ^Jfe^iJ 2 

S- [2- [4- (4-i^PP-<yv^/W:^^-» 



-6- 



mt^4- (4-^uu^yi>/V:t^->) R^ ^ R° 

^^tK^JI^. Zf>^- (CH^ ) ^ --T^fe^fe-g-^CD^^ 
* y^yW/^>^S^iS] : ;^ ^ y:^/W:t?:^gg2 - [4- (4- 

nm2mm) (0. 9 0g) . ^2^!>wT (o. 22 

g) , jn^y^/u (1 Om\)'<D&^^^immmL 

(0. 5 0g) ^ntco 

K/S : 1 8 8^1 9 Ot: 

^H-NMR (DMSO-dg ) 6 : 2. 32 (3H, s) , 2. 85 (2H, t, J=7Hz) , 3. 3 
7 (2H. t. J=7Hz) . 5. 07 (2H, s) . 6. 94 (2H, d, J=9Hz) . 7. 19 (2H, 
d, J=9Hz) , 7. 44 (4H, s) , 8. 99 (4H, br) . 
TC^^tfffiS (CieHirC 1 OS • CH3 S O3 Ht 
LX) : 

tf^ffi (o^) C, 4 8. 9 7 ; H, 5. 0 8 ; N, 6. 
7 2 

HaiM (%) C, 4 9. 1 4 ; H, 5. 0 2 ; N, 6. 
64 

[00 3 7] mmms 

2- [2- [4- (4-:^np^yv;gyI^^^>» ^j:::! 

^:x;^y>l^/}^>-^j^ (I)'tCjoV^r. R' . R^ . R 
^ B^^:^v^/l^::^^->S>6^ 4 - ( 4 - ^ p P^:^v^/I^:;j- 
R^^R^ fi^-mcti^X- (CH^ ) ^ 

Z7f)^- (CH^ ) o --efo€>{b-g-^60p<^:^;^/V'i^ 

yMM] : y ^ 2 - [4- (4-i5'nn^ 

M) (2. 2 0g) . ai^U>^2|-r>ur (0. 6 0 

g) , (2 0ml) (om^m^i^mML 

r±h::^h^j/i^x^wm^Lxmmit^^ (o. 70 

g) ^#/to 

Bj^: 1 1 4-- 1 1 at: 

*H-NMR (DMSO-dg ) 6 : 2. 31 (3H, s) , 2. 88 (2H, t, J=7Hz) , 3. 4 
1 (2H, t. J=7H2) , 3. 82 (4H, s) , 5. 08 (2H, s) , 6. 94 (2H, d, J=9H 
z) . 7. 20 (2H, d, J=9Hz) , 7. 44 (4H, s) , 10, 07 (2H, br) . 
Ttm^Vf^ (CigHigC 1 N2 OS • CH3 SO3 

LX) : 

tt^ifi (0/0) C, 5 1. 5 2 ; H, 5. 2 3 ; N, 6. 
3 2 

mmW. (%) C, 5 1. 4 9 ; H, 5. 1 4 ; N, 6. 

3 9 

[00 3 8] mmm 4 

S- [2- [4- (4 n p^:^v^yU:t=^-» 

/V] ji^/U] (2-b Kp:^->Jif-yU) y(y^:t 

^ur ' 7<>^y;^/i^7j^ySgj^ (i) tcjol^r. r 
' . R^ . R^ m^^y^y^^:t^iymt)^4- (4-^p 



R^ zt^- (CH^ ) ^ --CfeS^b-a- 

^(D:^^y:^/i^^^ymi^'] : 7t^:^;^/i^^>v^2- [4 

X/W (##«a|2#fiS) (1. 19g).N-(2-eK 
p:^i/j:^/l.) ^:*-^>UT (0. 4 2g) . Ji^/— 
(3. 5ml) <^®-g^<fe>Sr3^r^SJeLybo ^SESrMJE 

±v=^v');vx.^nm^\.xmmit^m (o. 27g) 

: 1 0 O-'l 0 It: 
^H-NMR(DMSO-de ) 6 : 2. 31 (3H. s) . 2. 85 (2H. t. J=7Hz) , 3. 3 
1-3. 39 (4H, m) , 3. 49-3. 60 (2H, m) , 5. 05 (IH, br) , 5. 07 (2H, 
s) , 6. 94 (2H, d, J=9Hz) . 7. 18 (2H, d, J=9Hz) , 7. 44 (4H, s) , 9. 
01 (IH, br) . 9. 17 (IH. br) , 9. 52 (IH. br) . 
ytm^mm. (CigHaiC I Ng O2 S • CH3 SO3 H 
• I/2H2 OtX^X) : 

tf#li (%) C, 4 8. 5 5 ; H, 5. 5 8 ; N, 5. 
9 6 

Siaiffl (%) C, 4 8. 8 3 ; H, 5. 4 0 ; N, 5. 
9 3 

[0 0 3 9] mmm5 

N, N' -v^Jif^/b-S- [2- [4- (4-^PP'< 

- b/i/3iy;^/W2t^v^|g (I) (cj3^/^r. R^ . R 
^ . R^ fiife^yi^/i-;t^->S;g>M- (4-j^pp^y 
R^ . R^ Zi)>- (CH 

0 ) ^ -xh^\t^m(Dv^-h;v::^yy^;v'!t^ymm : 

p- h/Vj:>';^;Us^:/K2- [4- (4-^^PP^Vi^ 
;Vir^^y) y^^n^/U-l ni^yU'Cii;^^;^' (##««J3#M) 
(1. OOg) . N, -i^:n^/l.^;^i>ur (0. 
3 0g) , :3i^y-/w (10ml) <DWk'^mt:\W&m 

-r-fe hyyuj^tiSJigfBLTSS^b'g^^ (0. 60 
g) S:#fco 

ia^ : 1 1 S-'l 2 ot: 

^H-NMR(DMSO-de ) 6 : 1. 13 (6H, t, J=7Hz), 2. 28 (3H, s), 2. 8 
5 (2H, t, J=7Hz) , 3. 22-3. 39 {4H. m) , 3. 44 (2H. t, J=7Hz) , 5. 0 
8 (2H, s) , 6. 94 (2H, d, J=9Hz) , 7. 10 (2H, d, J=8Hz) ,7.17 (2H, 
d, J=9H2) , 7. 44 (4H, s) . 7. 47 (2H. d, J=8Hz) , 8. 93 (IH, br) , 
9. 07 (IH, br). 

Ttm^Vfm [CaoHgsC 1 N2 OS • P-CH3 (Cg 
H4 ) SO3 HtLX] : 

tf»fit (%) C, 5 9. 0 5 ; H, 6. 0 6 ; N, 5. 

1 0 

HSJIi {%) C, 5 8. 8 7 ; H, 5. 9 8 ; N, 5. 
1 1 

[0 0 4 0] mMm 6 



-7- 



S- [2- [4- {4-/f'Ji^^>i^Ji^^^'>^) 

* (4-p<^/i^^>^i^yv^;^^-» R^ . R^ 

;iS;»^J[l^. Zt"^- (CH^ ) ^ -Tfe5-fb-g-fe<Pp<^ 
V>^/l^/|xVaj6]. : ;?t^>:^^l^s!^va2- [4- (4- 

#«?!l4#fiS) (1. 4 3g) . "f^ir^X^r (0. 3 4 
g) , ji>5ry-yv (4, 4m 1 ) Oig-g-ftlSrlifeSSEL 

(0. 7 0 g) ^#fCo 
H^Si : 1 9 6-1 9 S'C 

^H-NMR (DMSO-dg ) 6 : 2. 29 (3H, s) , 2. 32 (3H, s) , 2. 84 (2H, 
t, J=7Hz) , 3. 36 (2H, t, J=7Hz) , 5, 02 (2H, s) , 6. 93 (2H, d, J=9 
Hz) . 7. 18 (4H, d, J=9Hz) , 7. 31 (2H, d. J=9Hz) , 8. 98 (4H. br) . 
7C«5^tFffii (C17H20N2 OS • CH3 SO3 L 

r) : 

tfiL<i (%) C, 54. 5 2 : H, 6 . 1 0 ; N. 7 . 

0 6 

SlJIIffi (%) C. 5 4. 7 5 ;H, 6. 1 3 ; N, 7. 

1 1 

[0 0 4 1] 

S- [2- [4- (3, 4-v^^PP^>-v^/V:^^-» 

(I) tcjov^r^ R' . R^ . R^ gife^>^-:^/w- 

i^^^y'M^A- (3, 4-i^^PP^yi^>yW;^=^-» 

R^ . R^ ;5>7K^j[^^. Z;^S- (CH^ ) ^ -r-fe 

- [4- (3, 4-^^^.nn^yi;f/nr^i/) y 

/U] :x,^}V:sL7.^,v (^^m 5 #R^) ( 1 . 6 7 g ) . 

f-;^^UT (0. 34g) . a:^y-/u (4. 4ml) 

f^^S^fBL-C^Jg^L-g^^; (1. lOg) S:»fco 

gfe^ : 1 7 7-1 7 8*t: 

^H-NMR (DMSO-dg ) 6 : 2. 33 (3H, s) , 2. 85 (2H, t, J=7Hz) , 3. 3 
7 (2H, t, J=7Hz) , 5. 10 (2H, s) , 6. 95 (2H, d, J=9Hz) , 7. 20 (2H, 
d, J=9Hz) , 7. 42 (IH. dd, J=8, 2Hz) , 7. 64 (IH, d, J=8Hz) , 7. 69 
(IH, d, J=2Hz),8. 99 (4H, br). 

Ttm^^mm (CieHieClz O S • CH3 SO3 H 

tVX) : 

tf^^S (0/0) c, 4 5. 2 3 ; H, 4. 4 6 ; N, 6. 

2 1 

mm (%) C, 45. 2 1 ; H, 4. 4 3 ; N. 6. 
2 7 

[0 0 4 21 mmms 

S- [2- [4- {4-=^Vu^yp;V:t^i^) 7ii::=> 

(I) (cj^v^T. R^ , R^ . R^ m^^yj^^^yt^jy 



S^S4- (4-^hP-<yi^yl-:^^'» R^ . R^ 

;6^7K^ii:^. z;6s- (CH^ ) ^ --efe^fb-a-^coy ^ 

y;^;V/AfxVifea] : ;^t?^>-^>^W/^>^K2- [4- (4- 

^m60m) (10. OOg) . ^;^-i'UT (2. 2 0 
g) . (100ml) <0&^i:2f^mmt 

*)SfeSL"C*lH<k^fe (8. 3 0g) *#fCo 

: 1 7 S--! 7 7t: 
^H-NMR (DMSO-dg ) 6 : 2. 35 (3H, s) , 2. 85 (2H, t, J=7Hz) , 3. 3 

7 (2H, t, J=7Hz) , 5. 26 (2H, s) , 6. 97 (2H, d, J=9Hz) ,7.21 (2H, 
d, J=9Hz) , 7. 70 (2H. d, J=8Hz) . 8. 25 (2H, d. J=8Hz) , 8. 99 (4 
H.br). 

jtm^Vfm (CieHi^Ng O3 S • CH3 SO3 L 

T) : 

H-Sli {%) C, 4 7. 7 6 ; H, 4. 9 5 ; N, 9. 

8 3 

mm (%) C, 47. 54 ; H, 4. 84 ; N, 9. 

9 3 

[0 0 4 3] mmm9 

S- [2- [4- (3-^ hP-<^^v^/V^:^=¥-» y:r.:=i 

(I) \Zi6\^X. R' . . e^^>^>^/l-:t^-> 
g^U- (3-^ bn^:^v^/l^:^:^-» g. R^ . R^ 
t'^imW^. Z^S- (CH^ ) ^ -Xh^it^^<D^^ 

y;^/u^^ym& : p< ^ v;^/w^:^^2'- [4- (3- 

|sn^y^:?/W:;^-^ri^) ^a:::^/^] 3i^;l/3i;^7'/^ (# 
^*^7#RP.) (3. 5 0g) . ^:t^i^r (0. 7 6 

g) . (10ml) (Dm^m^7f^mmm\. 

tVv^T/^^-yw J: 9 SJSS urSSft-g^ (2.69 
g) Sr^fCo 

: 1 6 S^-l 6 4t: 
^H-NMR (DMSO-dg ) 6 : 2. 34 (3H, s) , 2. 86 (2H, t, J=7Hz) . 3. 3 

7 (2H, t, J=7Hz) , 5. 24 (2H, s) , 6. 99 (2H, d, J=9Hz) ,7.21 (2H, 
d, J=9Hz) , 7. 69 (IH, t, J=8Hz) , 7. 90 (IH, dt, J=8. IHz) , 8. 18 
(IH, ddd, J=8, 2, IHz) . 8. 29 (IH, t. J=2Hz) , 9. 01 (4H, br) . 
TLm^Vfm (C^eHi^Na O3 S • CH3 S O3 H L 
X) : 

ff#1i (%) C, 4 7. 7 6 ; H, 4. 9 5 ; N, 9. 

8 3 

mm (%) C, 47. 7 1 : H, 4. 95 ; N, 9. 
8 1 

[0 0 4 4] ^IS^l 0 

S- [2- [4- (2-^pn-4-^hP^:^v^/l^:t 
j^-vmSL (I) (CjoV^T. R^ . R^ . R^ ife::< 
fVir^^y) S. R^ . R^ 1)^imU=^. Zt^- (CH 
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:^/l^:t^>^2- [4- {2-^tiu-4-:^h^^>-J 

(1. 50g) . i':^^\^r (0. 30g) . ^^y- 
/V (1 0ml) (DU^^^im^mLtZo ?^iPS«fltiL 

J: UT^Sfk-g^fe ( 1 . 0 7 g ) ir^ito 

a^S: : 1 8 0-1 8 2t: 

^H-NMR (DMSO-de .) 6 : 2. 34 (3H, s) , 2. 87 (2H, t, J=7Hz) , 3. 3 
8(2H, t, J=7Hz), 5. 26 (2H, s) , 7. 00 (2H. d, J=9Hz) , 7. 23 (2H, 
d, J=9Hz), 7. 85(1H, d, J=9Hz), 8. 25(1H, dd. J=9, 2Hz), 8. 35 
(lH,d, J=2Hz),9.01(4H,br). 

.7C^5>tfrtt (CieHieC 1 N3 O3 S • CH3 S O3 H 
tLX) : 

ffWffl (%) C, 4 4. 2 0 ; H, 4 . 3 6 ; N, 9 . 

1 0 

(%) C, 4 4. 3 7 ; H, 4: 4 3 ; N, 9. 

0 7 

[004 5] 1 1 

N-Ji^7l^-S- [2- [4- (4-:^PP-<:>^>^/U::e- 

(I) ClfeV^T. . . Rg -mife^ 
>^v^/l^;t^->S;^^4- (4-^PP-<yv^/V::f=^-» 
R^ ^StK^jI^^^ Ziit^ (CH 

;^/P^V®52- [4- (4-iJ'nn^^/i://l/;t^v') :7 

(#%^j2#fiPJ (1. 0 0 
g) , 3i^/U^:;^i>ur (0. 3 0g) , 31^/-;^ 

(10ml) co]^i>g^i^^ 1 mmmLtzo mm^^mr^ 
{t^ife (0, 7 0 g) ^mito 

iK>^ : 1 1 4^-1 1 6^ 

'H-NMR(DMS0-d6 ) 6 : i. 12 (3H, t, J=7Hz), 2. 30 (3H, s) , 2. 8 
4 (2H, t, J=7Hz) , 3. 28 (2H, q, J=7Hz)., 3. 40 {2H, t, J=7Hz) , 5. 
07 (2H, s) , 6. 94 (2H, d, J=9Hz) , 7. 18 (2H, d, J=9Hz) , 7. 44 (4 
H, s) , 9. 10 (2H, br) , 9. 48 (IH, br) . 
7tm^^^ (C18H21C 1 N2 OS • CH3 SO3 
LX) : 

H-M (%) C, 5 1. 2 8 ; H, 5. 6 6 ; N, 6. 

3 0 

liaUti (%) C, 5 1. 3 6 ; H, 5. 6 0 ; N, 6. 

2 6 

[00 4 6] 1 2 

2- [2- [4- (2, t2a^i^iy;\^:t^iy) 
y A, Kn-< 

:^^:y7.)Vit>>vmS. ( I) tci6V^T. R' . R 
R^ tt^^:^v^/>:t^->^^U - (2, 4-i^^P 

(CH^ ) ^ zt^- (CH^ ) ^ -xt>^\t^m(n> 

;?<^:/;^>>V^7}N>-^ja] : ^^>';^7U/^^^g^2- [4~ 
(2, 4-v^^nn^yv;/U:t=^'» ^ai^r^/U] Ji^yU 



(#%«9#ffi) (2. OOg) . :n^u>^^ 
::d-l^ur (0. 6 5g) . :s^^ J—)V (2 0ml) (DiS 
'&ifeFS:2^raSiffiL:fco ^jKSr«flETS^L. ^jSlcT 
-feh:^h!)/v.Sr/nixjeS<t;$^fCo ^^Lfc^efiSrSSJ 

(0. 8 0 g) «r#:/bo 

: 1 7 7-^1 8 Ot: 
^H-NMR (DMSO-dg ) 6 : 2. 30 (3H, s) . 2. 90 (2H. t. J=7Hz) , 3. 4 
1 (2H, t, J=7Hz) , 3. 83 (4H, s) . 5. 1 1 (2H. s) , 6. 97 (2H, d, J=8H 
z) , 7. 22 (2H. d, J=8Hz) , 7. 47 (IH, dd, J=8, 2Hz) , 7. 60(1H, d. 
J=8Hz) , 7. 67 (IH, d, J=2Hz) , 10. 06 (2H, br) . 
7C^^*fffl (CiaHisC U N2 OS • CH3 SO3 H 

tur) : * 

tf^lt (%) C, 4 7. 8 0 ; H, 4. 6 4 ; N, 5. 
8 7 

'mm (%) C, 47. 70 ; H, 4. 62 ; N. 5. 
8 5 

[0 04 71 ^'Sm 1 3 

2- [2- [4- (4-:^ap^:^-:^/W;^^-» ^^y^y 





^^i/- 


(I) ^C:^o^^T. R'\ r2 . R^ 


^^^v?/^ 


:2^^VS;&5 4~ (4-^nn-<^^>^/l>;t=^rv') 


R^ 


<1:R^ ;i5-j^lc:/iroT- (CH, ) , Z;&5 




0 (CH^ ) ^ --CfoSfb^W : 2- [4- 


(4-^ 



n n^Vv^/V^^v^) ^>'i://U::t-^->] 
K (##WllO#fi^0 (1. OOg) . 
ur (0. 3 3g) . JQ^y— (10ml) O®-©^ 

$r2.4^r^Il^euAco M(-v (0. 5 3 

g) SriPx.. 3 0raji«cbfCo ^SezK^-t-hy !^i.7K^ 

/tJ/WA : 7« i$^y-/W= 1 0 ; 1 (V/V)] -CJltMm^ 

y-/i^J:9Sl|gSL"C«M^k^» (0. 2 8g) ^# 

iK^ : 9 6'-9 8t: 

'H-NMR (DMSO-de > ^ ^3. 16 (2H, t, J=6Hz), 3. 37-3. 52 (4H, 

m) , 3. 58 (2H, t, J=6Hz) , 4. 39 (2H, s) . 5. 09 (2H, s) , 6. 58 (IH, 
. br) , 6. 96 (2H, d, J=9Hz) , 7. 23 (2H, d, J=9Hz) , 7. 44 (4H, s) . 

im^^m. (C19H21C 1 N2 02 Si: ur) : 

ff^ffi (%) C, 6 0. 5 5 ; H, 5. 6 2 ; N. 7. 

4 3 

(%) C, 6 0. 5 0 ; H, 5. 6 6 ; N, 7. 

2 4 

[0 04 8] 1 4 

2- [2- [4- (3, A--y^ xixx^yV'fVir^-y) 









R^ , R 


^ . R^ a^-<:^i>/V:t^t/a;6S4- (3, 4 


-v^i^p 



p^:xv;/u^:3e-» r^ ^r^ t^-m\cti:oX- 
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(CH^ ) ^ Zt^- (CH^ ) ^ --Cfe5fe-g-feg> 
y ^:^;^yv^>-^jg] : ^^>:;f.;viSr->m2- [4- 
(3, 4->^i7nn^>'i;;W;t^^» y'oiJiiyU] ai^/W 
♦ (##«^5#Ri) (4. 3 3 g) . in^u^^ 

:t!}^UT (1. 1 2 g) . (4 Om 1) Oil 

j^fa^r -fe h h y /wj: nm^ Lx^mwL^m ( 3 . 

3 7g) Sr#yho 

iStt^ : 1 1 l^-l 1 2t: 

*HHMl (DMSO-de ) 6 : 2. 30 (3H, s) , 2. 89 (2H, t, J=7Hz) , 3. 4 
1 (;2H, t, J=7Hz) , 3. 82 (4H, s) , 5. 10 (2H, s) , 6. 95 (2H, d, J=8H 
z) . 7. 21 (2H, d, J=8Hz) , 7. 42 (IH. dd, J=8, 2Hz) , 7. 65 (IH, d, 
J=8Hz) , 7. 70 (IH. d. J=2Hz) , 10. 06 (2H. br) . 
7C^5^Wffi (CisHigC I2 N2 OS • CH3 SO3 H 
t\.X) 

tfgtt (%) C, 4 7. 8 0 ; H, 4. 6 4 ; N. 5. 

8 7 

(%) C, 4 7. 5 4 ; H, 4 . 6 3 ; N, 5 . 

74 

[0 0 4 9] %mm \ 5 

N, -v^^^/W-S- [2~ [4- (3, 4-i^^ 

r « (I) (c:jol^T. . R 

g^^>-v^/l-:t^->^;^S4- (3, A-i>^xi 
n-<:yiy;v:^^'y) R^ . R^ Z?!>^- 
(CH^ ) ^ -'efc^fe-a-^(^^>?^Vyt>yU4^^^^:^] : 
;^^l^7.jV:^:yf^2- [4- (3, 4 -i^^ o Vi;^ 

(6, 38g) . N, N* -v=J^^/W5^:t^7ur (1. 

9 2g) . (.4 0ml) (^JS-^i^JSr 1 gfeJSiSS 

TSJgfb^fe (5. OOg) ^#fco 
it^: 74'-75*t: 

^H'NMR(DMS0-d6 ) 6 :h 13(6H, t, J=7H2), 2. 31(3H, s), 2. 8 
6 (2H, t, J=7Hz) , 3. 20-3. 40 (4H, m) , 3. 45 (2H, t. J=7Hz) , 5. 1 
0 (2H. s) , 6. 95 (2H, d, J=9Hz) , 7. 18 (2H. d, J=9Hz) . 7. 41 (IH. 
dd, J=8, 2Hz) , 7. 64 (IH. d, J=8Hz) . 7. 68 (IH, d, J=2Hz) . 8. 93 
(lH,br).9. ll(lH,br). 

lt%^^^ (C20H24C I2 N2 OS • CH3 SO3 H 
^LT) : 

tf^ffl (%) C, 4 9. 7 0 ; H, 5. 5 6 ; N, 5. 
5 2 

HSJH (%) C, 4 9 . 4 4 ; H, 5. 5 1 ; N, 5, 

4 1 

[00 5 01 1116011 1 6 

S- [2- (4-^:^v^yV;^=^i/7 3:nyu) Jif-yl^] ^ 





[A (I) (C*5V> 


X. R' . r2 






r^ . R^ t'^imm^=^. zt^- (CH 



(#%«yi (1. OOg) . 

r (0.. 2 5 g) . (10ml) <Dil^^«r 

•feh:=:hy/^-eac}^Lfe«. J-]i\^^^m^^\.X 

^m^^m (0. 5 0g) Sr#:fco 

1 8 6-1 8 8*C 
^H-NMR (DMSO-dg ) 6 : 2. 31 (3H. s) . 2. 85 (2H. t. J=7Hz) . 3. 3 
7 (2H. t. J=7Hz) , 5. 08 (2H, s) , 6. 95 (2H. d. J=9H2) , 7. 19 (2H, 
d, J=9Hz), 7. 31-7. 45 (5H. m), 8. 98 (4H, br). 
7C^5>tffM (CieHisNg OS • CH3 SO3 H<bL 

r) : 

ff^Lli (%) C, 5 3. 3 8 ; H, 5. 8 0 ; N, 7. 
3 2 

^aifil (%) C, 5 3. 2 8 ; H, 5. 6 2 ; N, 7. 
3 3 

[0 0 5 1] imm 1 7 

S- [2- [4- (2, 3. i;xixi^V^yfVi^ 

(I) ^CjoV^T. R" . R^ . Rg ~m^^ 
V^yf^ir^^y^t'^A- (2, 3. 6-hy:^PP^>v^ 
/w;^^iy) R^ . ;6S7Kigig^. Z;6S- (CH 

::^;v^>m2- [4- (2, 3, 6 - h y n n-o^::;? 

y^:t^i/) i^^Ml 2# 

R^) (2. OOg) . ^;^l>wr (0. 3 7g) . in^ 

(lOml) O^g-g^i^fel^rlife^l^SLfCo Sli^J^ 

-g^i^ (1. 5 0g) ^#ybo 
a^:164'-'166t: 

'H-NMR (DMSO-de ) 6 : 2. 21 (3H, s) , 2. 88 (2H, t, J=7Hz) , 3. 4 
0 (2H, t. J=7Hz) , 5. 24 (2H. s) , 7. 01 (2H, d, J=9Hz) , 7. 23 (2H, 
d, J=9Hz), 7. 61 (IH, d, J=9Hz), 7. 76(1H. d, J=9Hz). 8. 94(2 
H,br),9.03(2H,br). 

7c5g^*f1i (CigHigC 1 3 N2 OS • CH3 SO3 H 

tLX) : 

firMU (%) C, 4 2. 0 3 ; H, 3. 9 4 ; N, 5. 
7 7 

HaOtt (%) C, 4 1 . 9 2 ; H, 3 . 9 1 ; N, 5 . 

7 8 

[0 0 5 2] mmm is 

S- [2- [4- (4-p< h^->-<>>^;i-:t^-» 

(I) (;ljol/^r. R" . R^ . R^ m^^yiy/\^:t 

^ . }&S;>K^^^. Z;6S- (CH^ ) ^ —Cfo^^b-g- 
jfeioy ^ : ;<^>'^/V/i^vg^2- [4 

- (4-^ h^'y^yiz/i^y^^'y) ^^i^/ul ji^/u:^ 
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\ 



;^7^/l- 3#fig) (1. 60g).^:t!>ur 

(0. 3 4g) . ^^J^fV (Sml) OS-g^te^lK 

^igb (0. 8 1 g) ^%tL. 
iStt^ : 1 7 5~1 7 6t: 

^H-NMR (DMSO-dg ) 6 : 2. 32 (3H, s) , 2. 84 (2H, t, J=7Hz) , 3. 3 
7 (2H. t, J=7Hz) . 3. 74 (3H, s) , 4, 98 (2H, s) , 6. 92 (4H. d, J=9H 
z) . 7. 15 (2H, d, J=9Hz) , 7. 45 (2H, d, J=9Hz) , 9. 00 (4H, br) . 
5c*5>tFfffl (C17H20N2 O2 S • CH3 SO3 Hit 

T) : 

tfWffi (%) C, 5 2. 4 1 ; H, 5. 8 6 : N, 6. 
7 9 

Haaffl (%) C, 5 2. 5 8 ; H, 5. 9 1 ; N. 6. 
6 0 

[0 0 5 3] \ 9 

2- [2- [2- (4-:^PP^:xv;/V;^:^-» 

(1) (C:jba^^C. . . R 

^ Bife^Vi;^>^w:^=¥->S;6S 2 - (4 - ^ p p^>-i;^yw:^ 
R^^R^ ;^S-^)^t-/j:or- (CH^ ) ^ 

zt^- (CH^ ) ^ -'efe6fe-a-ticD^^:^;^>>i^7}> 

'y^m : ^ ^ y >-B? 2 - [2- (4-i5'nP^ 

(2. 00 g) . :^^VV^^'^\yr (0. 4 9 
g) , (15ml) co^i-g-ifei^ 1 ifej^gft L 

^hy/i-jiosJBfBb-c^JKb^^ (1. 3 4g) 

gt;^ : 1 1 1 3"=C 

'H-NMR(CDCl3 ) 6 :2. 70 (3H, s), 3. 05 (2H, t, J=7Hz), 3. 50 
(2H, t, J=7Hz) , 3. 68 (4H, s) , 5. 06 (2H, s) , 6. 87-6. 95 (2H, 
m) , 7. 17-7. 24 (2H. m) . 7. 39 (4H. s) , 9. 7 1 (2H, br) . 
TC^^J^tfffi (CigHigC 1 N2 OS • CH3 SO3 H<t 
LT) : 

n-Wjl (%) C, 5 1. 5 2 ; H, 5 . 2 3 ; N, 6 . 
3 2 

%W& (%) C. 5 1. 3 0 ; H, 5 . 2 0 ; N, 6 . 
3 0 

[0 0 5 4] ||]6{^J2 0 

2- [2- [3- (4-^PP^>V^/W:;r=^v/) >^a::=. 

^y;;^>rl^;j>^/^:a ( I ) tCfeVNT. R^ > . R 

^ tt^-<:^:^/l^:^^va;^^3- (4 PP^Vv^/U:t 
R^^R^ ^S-^?gtr;^^oT- (CH. ) ^ 

z;6s- (CHp ) o -x^hhit^m(7:>/ ^ y^/i^:^^ 

y^tMl : ;^ ^ VB? 2 - [3- (4-^pp-^ 

yv?>'U:*'dei/) 7;i:::i/U] 3i f^/l^oi /I. 1 5 

#^0 (1. 7 5g) . :i^^U>'^:t'^7Ur (0. 4 3 



g) , zti^y^/i. (20ml) <D&^mi:imsmL 

::ihy/V'<k9SJgSLr*H^t;'g^fe (0. .7 5g) 

ito 

iH^ : 9 6~9 BX: 

'H-NMR(CDCl3 ) 6 :2. 74(3H. s). 2. 96(2H, t, J=7Hz). 3. 54 
(2H, t, J=7Hz) , 3. 79 (4H, s) , 5. 03 (2H, s) , 6. 80-6. 85 (2H, 
m) , 6. 90 (IH, t, J=2Hz) , 7. 20 (IH. t, J=8Hz) , 7. 32-7. 40 (4H. 
m),9.92(2H,br). 

Tzm^mU (CigHigC 1 N2 OS • CH3 SO3 

LX) : 

tfSLll (%) C, 5 1. 5 2 ; H, 5. 2 3 ; N, 6. 
3 2 

HiBti (%) C, 5 1 . 4 2 ; H, 5 . 2 1 ; N. 6 . 
1 3 

[0055] 1 4- (4 P P^>^i^yl^5j-^ 

^>i^/i-^uy^ K (I I I) 
T. R' . R^ . R^ @jfe^yv^/U;t^->S7&S4- (4 

mm^Xhhit^mi 4- (4-:^uu-<y-:y/U:t^ 
iy) .^>^v^/WT/^3— /V[European Journal ofMedicina 
1 Chemistry-Chimie Therapeutique, 19> 205-214(1984)] 

(3. OOg) tmt^:t^/l^ (3ml) (Df^^m^O 

-x/i'-cac?^Lr^H^b'g-«) (1 . 5 0 g) S:#yho 
it^ : 7 2-7 4 

^H-NMR(CDCl3 ) 6 :4. 57 (2H, s), 5. 04(2H. s), 6. 94(2H, d, J 

=9Hz) , 7. 32 (2H, d, J=9Hz) » 7. 37 (4H, s) . . 
7C^5>W1fi (Ci^HigClg OtUr) : 

(o/o) c, 6 2. 9 4 ; H, 4. 5 3 ; N, 0. 

0 0 

nam (%) C, 6 3. 1 5 ; H. 4. 5 9 ; N, 0. 
0 9 

[00 56] 2 

p<^y;^/U7t^>-B?2- [4- (4-^pp-<>v^/i^;^:S^^ 

Ji^yuoi^r/l^ (1 I I) 
T. R' . R^ . R^ @ife^:^i^/U:t^v^5;&S4- (4 
-^xiXi^-yi^)Vi^i^^y) a, Z;6S- (CH^ ) ^ 

xixi^l/i/fV^Uy>{ (4- t KP^i/:7 3in 

;l/) m^ywr/V^— /U;5^ib4#MBS 50-148357 
ipi:5*j£(^J:'9 5aig^?tiyS:2- [4- (4-i5^PP-< 
y ^fi^) y:x.:=^)V\ 3i^/Ur/^::»-/l/ (1. 0 0 
g) ^ P<i5^:^;?^/^2}^='/Wi5'P^^ K (0. 4 8 g) . h 
ym^yl^r^i^ (0. 4inl) tmit^^i^> (10m 
1) c^^gi'&i^Sr-l ot:-C3 0 5>ffi^Lyho tK^^dx.. 
i;7DP7^^/^i^-Cttt^LfCo ^«@^*> ^g^* 
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xr)Wf^^Lxmmit^^ (o. 8 7g) sr^^o 

♦ia^ : 9 7-9 9t: 
^H-NMR(CDCl3 ) 6 :2. 86(3H, s). 3. 01 (2H, t, J=7Hz) . 4. 39 
(2H, t. J=7Hz) , 5. 03 (2H. s) . 6. 92 (2H. d. J=9Hz) . 7. 16 (2H'. 
d,J=9Hz),7.36(4H,s). 

ytm^VrU (CigHi^C 1 O4 S <b Lt) : 

ffStffi (%) C, 5 6. 3 9 ; H, 5. 0 3 ; N, 0. 

0 0 

Sipfi (%) C, 5 6. 6 0 ; H. 5. 0 0 ; N, 0. 
0 3 

[0 0 5 71 ^nms 





:3i^;Hii;^x/W ( I I I ) {C 






(4-:^^no 


^vV^jV^^-y) 2^5- (CH, ) , 







D:^V/:7 3i:^/W) :n^/l.T/W=»— /l.;5^P>iRFMeg5 0 - 1 

4 8 3 5 7l;iipi:^:^^(wJ:D$«3g^n/c2- [4- 
(4-^nn^>'v?/P^^i/) y:£.z^}V\ ji^/WT/l^n 

— (1. OOg) ^ p- h/l/j:>';^/l^;J^n/l^^n7'< 
K (0. 7 3g) , by^^'/PT^V (0. 4 6g) b 

mit^^'^i^iy (10ml) <Dm^m^ox:i^immi^L 

4 : l {v/v)] -cmmm. i^>r yyoevu^-7^/wj:t) 
Wf^& LX$tmit^m ( 1 . 1 7 g ) Sr#feo 
Bl>fi : 9 6-9 7t: 

^H-NMR (CDCI3 ) 6 : 2. 44 (3H, s) . 2. 90 (2H, t, J=7Hz) ,4.17 
(2H. t. J=7Hz) , 5. 0 1 (2H. s) , 6. 85 (2H. d. J=9Hz) . 7. 04 (2H, 
d, J=9Hz) , 7. 29 (2H, d. J=9Hz) , 7. 36 (4H, s) , 7. 71 (2H, d, J=9 
Hz). 

ytm^Vfm (C22H21CIO4 S^LT) : 

ff^fil (%) C, 6 3. 3 8 ; H, 5. 0 8 ; N, 0. 

0 0 

Sli9M (%) C, 6 3. 4 2 ; H, 5 . 0 8 ; N, 0 . 
0 1 

[0 0 5 8] #%«^4 

^^v;^/i^/^:x^2- [4- {4-?^'f'/i-^yi//U:t^ 

->) >^ji:=iyU3 ( 1 I I ) {CjoV> 

. . B«^^Vv^yl^:t^->S^S4- (4 
Zf)^- (CH^ ) ^ 

4-7'^/P-<>'i^/Wi^n7>r K [m^^b^ (tt) thffll] 
^2- (4-t Kn^i/^^ic^/U) :r^yur/W=i— 

(*) tt5S] y&^^4^MBS 50-148357 

(c!ii:^:^&icj:!9$siii$ixfc2- [4- {4-^^/u 



zn^/UT/V^— /V/ (l. 3 
8g) . ^^l^7./un^=^/\^^tiy>f }f (0. 7 2g) , 

hv=^^^^r^y (1. 2ml) tWbT^^u:/ (20 

ml) (7)j!g'&ifeSr0t:-e3 03>9H$tfcp TK^r;*;^. :^ 

^ife (1. 8 0g) Sr^fCo 
iB^ : 7 9 — 8 ot: 

^H-NMR (CDCI3 ) 6:2. 37 (3H, s) , 2. 84 (3H, s) , 3. 00 (2H, t, J 
=7Hz) . 4. 38 (2H. t, J=7Hz) , 5. 02 (2H, s) , 6. 93 (2H, d, J=9H 
z) , 7. 15 (2H, d, J=9Hz) , 7. 20 (2H. d, J=8Hz) , 7, 32 (2H, d, J=8 
Hz). 

Tcm^Vfm (C17H20O4 S^LT) : 

H-»ffi (%) C, 6 3. 7 3 ; H, 6. 2 9 ; N, 0. 

0 0 

^Jfflffl (%) C, 6 3. 84 ; H, 6. 4 1 ; N, 0. 
0 8 

[0 0 5 9] ##0S5 

pt^y>^/1^4^>^^2- [4- (3> 4->?^PP^:^i^ 
y:z.:=^)V\ OL^fVzx.y.y'fV (I I I) 

joV^T. R' . R^ . R^ m.^-<^yy'fVisr^i/m'^A- 
(3, xxn^l/-y;\^isr^^y) Zt^- (CH 

^ ) ^ Yi)^)^ ^l^y^;i^i^^:^;i^:^^^ym-Ch^it^ 
^] : 3, 4-'v^t5'DD-<V-':^/V.iJ^n7^ K [^^fb^ 
(*) aji] t2- (4-t KD^i/73in/^) 

Tyw3-/i. m) ttK] ;6^?>*sreBg5o-i 

4 8 3 5 7{;:aSlDS;^jfe(c<J:!95Jtig$tL^2- [4- 

(3, A--y^ ^:^vi^ly^-y/V:t^i/) 

ryv=J— /i^ (1. 6 9g) , y ^>;:^yW2}>=.yw^D^>r 
K (0. 72g) . h yznf-zur (1. 2ml) t 

m^b^f^uv (2 0ml) <^ii'&^^ot:-C3 0 5>»i$ 

f-V-Ci5fci^LT^M<b^4^ (2. 0 6g) ^#3to 
Bk^ : 8 3-8 4t: 

^H-NMR (CDCI3 ) 6 : 2. 87 (3H, s) , 3. 01 (2H, t, J=7Hz) , 4, 39 
(2H, t, J=7Hz) , 5. 01 (2H, s) . 6. 91 (2H, d, J=9Hz) , 7. 17 (2H, 
d, J=9Hz) . 7. 26 ( IH, dd, J=8, 2Hz) . 7. 46 ( IH, d, J=8Hz) , 7. 54 
(IH, d,J=2Hz). 

7C^5>«f1fi (C.eH.eClg O4 StX^X) : 
If^ffi (%) C, 5 1 . 2 1 ; H, 4. 3 0 ; N, 0. 
0 0 

SISIffi (%) C, 5 1. 1 0 ; H, 4. 40 ; N. 0. 
0 0 

[0 0 6 0] #%«^6 

>t^>-;^/UA^^>»2- [4- {A-:=^Y^^y-Jj\^yt^ 

-y) yzc=^;V] (I 1 I) tCjoV> 

■C. R^ . R^ . R^ B^^:yv^/U;t^->S;6S4- (4 
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-:=.hX2^yi^/U:^^i/) Zt^- (CH^ ) , 

^ m) HM] ;^)^^#MBg5 0- l 4 8 3 5 7lCipi:5 
*jfelCj:0»3t$*Lfe2- [4- (4-zihn^Vi^/U 

:t^v-) a:^yVryVn-/V (0. 7 5 g) . 

/^y:^/Ut-::^/V^uy^ {0, 38g). h ]}. =rL^ 

yvr^ V (0. 4 1 g) tr± h:=. h y/i/ (i om i ) 
-T/i^-m«t::rLf'jux^mm&i^xmmit^^ (0.7 

2g) «r#fCo 

iSt^ : 9 9-1 0 ot: 

*H-NMR (CDCI3 ) 6 : 2. 89 (3H. s) . 3. 02 {2H, t, J^THz) , 4. 39 
(2H, t, J=7Hz) ,5.17 (2H, s) , 6. 93 (2H, d, J=9Hz) , 7. 18 (2H, 
d. J=9Hz) , 7. 61 (2H. d, J=9Hz) , 8. 26 (2H, d, J=9H2) . 5c^5> 
ffffl (CieHiTNOe StLX) : 
W^fli (%) C, 5 4. 6 9 ; H, 4. 8 8 ; N, 3. 
9 9 

^aiHi (%) C, 5 4. 7 0 ; H, 4 . 9 2 ; N, 3 . 
6 6 

[00 6 11 7 





731 = 


[5*; ( I I I ) 












'^>'^J/i^:t^^y) Zf)^- (CH^ ) ^ 



^ («) Itfii] d^f^«P§IBS5 0-1 4 8 3 5 7tC!gi:^ 
*fe{Ci«9jHjg^?ttyh2- [4- {^-:^Vx2-<l^^J;V 

y:t.::=^;V'\ ai^/^r/^=3— v'W (0. 7 5 g) . 
^^>';^;UjJ^:^/l^^n7-r K (0. 38g). h U 
/^r^V(0. 41g) trirh::ihyy>(20ml) 

oS-&«^^&ot:-C3 05>ai*Lybo TKiSrinx. »BI^^ 
/v-CttttiL/Co ^^S^tK. ^J^TKt^gfc^L. asm. 

(0. 8 5g) ^#fCo 
St;^ : 6 S-'B IX. 

^H-NMRCCDClg ) 6 :2. 88 (3H, s), 3. 02 (2H, t, J=7Hz), 4. 39 
(2H, t. J=7Hz) , 5. 16 (2H, s) , 6. 94 (2H, d, J=9Hz) . 7. 19 (2H, 
d, J=9Hz) . 7. 58 (IH, t, J=8Hz), 7. 78 (IH, d, J=8Hz), 8. 20(1 
H. d,J=7Hz),8. 32 (IH, s). 

(CieHiyNOe S ^ UT) : 
ftSEfil (%) C, 5 4. 6 9 ; H, 4. 8 8 ; N, 3. 
9 9 

HSJfit (%) C, 5 4. 8 3 ; H, 4 . 9 2 ; N, 3 . 



6 7 

[0 0 6 2] #^098 

;>t^>^>^/l/^Vife2- [4- (2-^PP-4-^hP 





n/l/] :xL^/V:^7.TJ\^ [Si ( I I 


I) {C*5V>T. R' . 


R^ . R^ M^^V'i^/V'^^-^v'S 


;654- (a-jJ^oD- 




Z;65- (CHJ , 




Xh^it^m] : 2- 


^ n p — 4 V P 



K [«^^t:^ (*) ttM] ^2- (4-fc Kn:^^/ 

b1^^BS5 0 - 1 4 8 3 5 7iC?gi:S*fetCj:<9lSit$ 
nfc2- [4- (2-i5^PP-4-:^ hP^Vv^yV-;*-^ 
^y) yl/ (3. 8 9 g) . ;^ ^ 

y;^/U2M^/l/^D^^ K (1. 7 3g) , M;:n^/V'T 
^> (1. 5 3g) <J:SI{b7«^Ui^ (4 0ml) (Dm^ 
ifeS^O*C"Cl^ra«j*Lybo :^^pp3}^yWA'^ 

(3. 2 6 g) Sr#fCo 

: 1 2 6-^1 2 7t: 
^H-NMR(ClX:i3 ) 6 :2. 90(3H. s), 3. 03 (2H, t, J=7Hz), 4. 40 
(2H, t, J=7Hz) , 5. 22 (2H, s) , 6. 95 (2H, d; J=9Hz) , 7. 20 (2H, 
d, J=9Hz) , 7. 82 ( IH, d. J=9Hz) , 8. 18 (IH, dd, J=9, 2Hz) , 8. 30 
(IH, d, J=2Hz). 

7nm5^«f1i (CisH.eC 1 NOg S^LT) : 
ffSiffi (%) C, 4 9. 8 1 ; H, 4. 1 8 ; N, 3. 
6 3 

(%) C, 5 0. 0 0 ; H, 4. 2 0 ; N, 3. 

5 8 

10 0 6 3] »^m9 

i^^^yys)Vit^l/i^2- [4- (2, 4-v^^PP^>-v^ 
:7 3i^yi/] 3i^/uji;^r/i^ (I 1 I) tc 
joV>-C. R^ . R^ . R^ Bgl^v-:>^yv:^^vS:6S4- 

(2, A-i/^uu^l/i/fV^^^y) Zt^- (CH 
^:2, 4-i^^pp^^^i^yu^P7'f K Cm^fb^ 

(ttc) ttK] ^2- (4-t KP^i/7 3:::iyW) :r,^)V 

4 8 3 5 7(CipDS:&fe{Cj:f9S43g$tUfc2- [4- 
(2, 4-i^^pp^:/i>/l/:e-=^^» :7 3:nyl/] jc^/W 

T/w=i— (0. I5g) , :^^^y7s}Vi^z^)V^xiy^ 
K (0. 0 7g) . hU^i^yur^V (0. 0 8.g) h 

Tirhnhy/w (2 0ml) <Z>igi'&'ife^0t:-e3 05^ft 

ift^ (0. 1 2g) Sr#^o 
ia,^ : 5 8-5 9t: 

^H-NMR(CDCl3 ) 6 :2. 87(3H, s), 3. 01(2H, t, J=7Hz), 4. 39 
(2H, t, J=7Hz) ,5.11 (2H, s) , 6. 93 (2H, d, J=9Hz) , 7. 18 (2H, 
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d, J=9Hz) . 7. 28 (IH, dd. J=8. 2Hz) , 7. 43 (IH, d, J=2Hz) , 7. 50 
(lH,d. J=8H2). 

TC^^Vrm (CigHigCla O4 StLX) : 
• tfSL^I (o^) c. 5 1. 2 1 ; H, 4 . 3 0 ; N, 0 : 
00 

{%) C.. 5 1 . 1 5 ; H, 4 . 3 9 ; N, 0 . 

0 2 

[0 0 6 4] 0 

2- [4- (4-^^ny<yi^/V:;t^i^) 

j/] ji^yU^^P ^>rK (I M) (CjoV^r. . 

Z;6S~CH, O (CH^ ) o Y 
: 4- (4-^nn-<yi;/l/ 
it^v') ^yv//l/T/U3— [European Journal of Me 
dicinal Chemistry-Chimie Therapeutique, 19» 205-214 
(1984)] (5. 3 2 g) . 3i^l^:^^nafc Ky V 
(8. 6 1 g) . h/^^> (55ml) . »gg (0. 5 

7ml) <Dmi^^^ox:x*immmi^\^tio tk^ahx.. 

^o-rhi/^:^^— [^UPTJ^/WA : 1 : 1 

(V/V)] t^fSSJLTSSib'&fe (2. 5 3g) ^#fCo 
54'-56t: 

*H-NMR (CDCI3 ) 6 : 3. 61-3. 73 (4H, m) , 4. 52 (2H, s) , 5. 03 (2 

H, s) , 6. 93 (2H, d, J=9Hz) , 7. 27 (2H, d, J=9Hz) , 7. 36 (4H, s) . 

7C*^>Wffl (CigHieC I2 O2 tLX) : 

tf»<i (%) C, 6 1. 70 ; H, 5. 1 9 : N, 0. 

00 

IliBlMl (%) 6 1. 7 9 ; H, 5 . 1 6 ; N, 0 . 
04 

[0 0 6 5] #%0}J 1 1 

:;^^:y:^/i^Tt^y^2- (4 -^Vi^/l^;d-^->:7 3ir^yU) 
3i^;W3i;^7^/w (I I I) ^Cjol^r. . , 

tD^- (CH^ ) ^ Yi>>^^:y?^/i^:t^:=-/l^y^^i^mX 
h^it^m : -<^i^/W^ a 7^ K [K^fb^ (*) tt 

»] t2- (4-t Kn:^E^i/y^3::^/l/) 31^/UT/^3- 
Wi^ft^ m) ttJS] ;5i-^«F§|Bg5 0 - 1 4 8 3 5 
7|cS»C^:^&{cJ:!9Slt3g^tifc2- {4-<<>i;^/i^:t 

:^i^:7 3:n/U) 3l^/l/r/W=i-/W (1. 3 0g) . 

>;^;U/jN^/^i^P7^ K (0. 7 0g) . Mi ^^yUT 
^ > ( 0 . 9 0 g ) <hiS{b^ f-l^y (1 5ml) (^^-a^ 

«b$r- 1 ot:-e3 0 5>Sli$ufco *S:;bnx. >>pp7^;u 

^Lxmmit^m (i. 5 2g) srw^o 

: 6 e'-e 7t: 

'H-NMR (CDCI3 ) 6 : 2. 84 (3H, s) , 3. 00 (2H, t, J=7Hz) , 4. 39 
(2H, t, J=7Hz) , 5, 07 (2H, s) , 6. 94 (2H, d, J=9Hz) , 7. 16 (2H, 



d,J=9Hz),7.33-7.46(5H,m). 

ycm^Vfm (CieHjgO^ S ^ UT) : 

tfSffi (%) C, 6 2. 7 3 ; H, 5. 7 2; N. 0. 

0 0 

nam (%) C. 6 2. 8 4 ; H. 5. 8 6 ; N, 0. 
0 2 

[0 0 6 6] 1 2 

p<^>^>^/W:^VB?2- [4~ (2, 3, 6-hy^PP 



-<:^i;5*/^3^:^f^'^^) yzn 


n/U] [5S (I I 


I) R^ . 


R^ > R^ gm^O'v^/V^^^-^i/S 


t^4- (2, 3, 6~ 




Zd5- (CH,) , 





xh^it^m : p<^v^/i^^>^a2, 3, 6->y^ 

pp^^/iz/l^iiijX'r/^ (2, 3, 6- hy ^J'PP^Z/X 

rywxt K [m:«{b^ (tt^) IfcSi] ^7K^^b3i-^^^^^h 

ii-fiig] t2- (4- 1 Kn:^V7a:::^;U) :n^/VT>'U 

='-/^ w^fb^ m tm] t-b^m^5 o - 1 4 8 
3 5 7{zmc^:^m\cxr)mm^tifc2- [4- (2, 

3, 6-hy^nn^vi;f/W::^^i/) 731:::/^] Ji^/l^ 
r/W=i— /i^ (2. 9 5g) . ;?<^:x;^/lx7^:^/w^5^p^^ 

K (1. 1 2 g) . h y:ii^/ur^:^ (i. o 8 g) t 
mc^'T^^^y (2 0ml) <^ii'g'«j«rOt:-C3 0 5>!R«i 

LT^<^(7)«M^b^ (3. 0 3g) 4r^feo 
^H-NMR(CDCl3 ) 6 :2. 89 (3H, s), 3. 03 (2H, t, J=7Hz), 4. 41 
(2H, t, J=7Hz) , 5. 29 (2H, s) , 6. 99 (2H, d, J=9Hz) , 7. 20 (2H, 
d. J=9Hz) , 7. 33 (IH, d. J=9Hz) , 7. 45 (IH, d, J=9Hz) . 
5c;^5>WtI (C16H15CI3 O4 S,J:LT) : 
ftSffi (%) C, 4 6. 9 1 ; H, 3. 6 9 ; N, 0. 
0 0 

*»M1 (%) C, 4 6. 6 8 ; H, 3. 6 2 ; N, 0. 

0 6 

[0 0 6 7] ^nm 1 3 

i^^y7.)VitsVm2- [4- (4-pt hdf>i/^>^i;/W;j- 

(I I I) 

R^ , R^ . R^ Bg|^:^v^/>:t^->S;&>4- (4 
-pt Z;»s- (CHp ) ^ 

~. Y7!iM^>';^/i^^>^/U;^^->S-Cfe^-fb-g-W : 4 

h:^i/-<>'v^ywi:^p^-r K m %m 

t2- (4-t }^u^i/y:n:^/U) jni^/^T/l'^— 
IMmm m) ;i^^#WBg5 0-1 4 8 3 5 7 

KmCh:^m\^X^mm^ntz2- 14- (4-;^ h^r 

>'^:yi^/i^:t^-» :7 3:ny>] ai^ywr/^s— (o. 

7 4 g) . ;<^V;?^/l/^::i/^i5^a7>f K (0. 3 6 
g) , hyaif-yl^T^y (0. 6ml) tmty^i-l^> 
(10ml) (Dm^-^m^OXZXS O^mWLfCo tK^I^ 
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i^u asm. mm^imTS^Lito m&<omt^i:i^ 

it^ (0. 4 0g) S:#fco 

96-97t: 

^H-NMR (CDCI3 ) 6 : 2. 84.(3H, s) , 3. 00 (2H. t. J=7Hz) , 3. 82 
(3H. s) . 4. 39 (2H. t, J=7Hz) , 4. 98 (2H. s) . 6. 92 (2H. d, J=9H 
z) , 6. 93 (2H. d, J=9Hz) . 7." 16 (2H. d. J=9Hz) » 7. 35 (2H, d. J=9 
Hz). 

5c*4>«f<l (Ci^H^oOs SirLT) : 

IfSiffi (%) C, 6 0. 7 0 ; H, 5. 9 9 ; N, 0. 

00 

. HiSM (%) C, 6 0. 8 3 ; H, 6 . 0 5 ; N, 0 . 
00 

[0 0 6 81 ^nmi 4 

i/) y:xi=^M JL^/1/31>^7^/1^ (I I I) tcjsv^ 
•C. . . Bift^>--:^yW;^:3ei/S;i!)^2- (4 

Z>&S- (CH^ ) ^ 

yybttffi) ^^e>^#§BBB5 0-1 4 8 3 5 7tc:!|ID5* 
ife{Cj:!9$!i3gStT.:fc2- [2- (4-i5^DD^Vi^;V/;d- 
dp-i/) :7 3i::i/V'] ;ii^/wryU=3— /V (3. 0 0 g) . ^ 
n^>f K (1. 4 3 g) , MJin^yi. 
(1. 2 7 g) ^IgfbP^^L-:^ (3 3m 1) tDjl 
^*SrOt:-ClNprajH^U;/bo :JrnD3t!yi.A 

TS^LfCo h>/7:7^- 
(^^07^^y^A) "CltjHLT«i^t(7)*®jt:^<te (3. 7 
Og) ^mCo ^H-NMR(CDCl3 ) 6:2. 79(3H,s), 3.11 (2H, 
t, J=7Hz) , 4. 44 (2H, t, J=7Hz) , 5. 07 (2H, s) , 6. 90-6. 98 {2H, 



m) . 7. 19-7. 27 (2H, m) , 7. 38 (4H, s) . 

7C*.4>«fffi (C.eHi^C 1 O4 S ^ LT) : 

tULffi (%) C, 5 6. 39 ; H, 5. 0 3 ; N, 0. 

00 * 

Siaaffi (%) C, 5 6. 5 9 ; H, 5. 0 2 ; N. 0. 
0 5 

[0 0 6 91 5 

^^>:^jU^>^Wt2- [3- (4-:^PP^>-i^/l^;^^ 
j/) cc^yv/ji;;^^/^ (I I I) tCfel^ 

. R^ . Bife^>-i^/i^:»-:^i/a;&S3- (4 

~^pp^Vi//l^;r=^-» Z;6^- (CH^ ) ^ 

x2X2^l^i>/U^u^^ K (») ttK] t2- 

l^^ytttS) d^ib#§IB85 0-1 48 3 5 7tCigi:-5:* 
jSfe};iJ:*?i!3g**i.fc2- [3- (4-^an^:/i^/i-:^- 
^iy) jt^/i/T/Ua— (2. 8 8 g) , ^ 

Y (I. 5 1 g) . h y oi^yp 
r^V (1. 33g) (22ml) (Djl 

'g'»4r0t:"C2^ra«*^t'ybp *4r*D;t. ^nnjh/VA 

TS^Lfco aatSrtflEiK«c;t;7AiJ^D-r h^7 7>f- 
[^ n DJ^yVA : > ^ y — yl/= 2 0:1 (VA)] "T^fflfSS 
LT^ft^^t^SMfb-g-i^ (2. 9 7g) ^#7to 
'H-NMR(CDCl3 ) 6 :2. 87 (3H, s), 3. 04(2H, t, J=7Hz), 4. 42 
(2H, t, J=7Hz), 5. 04 (2H, s), 6. 84-6. 88 (3H, m), 7. 21-7. 29 
(lH,m),7.37(4H,s). 

ytm^^m (C16H17CIO4 s^ur) : 

fi-^fi (0/0) c, 5 6. 3 9 ; H. 5. 0 3 ; N, 0. 

0 0 

mWM (%) C, 5 6. 6 0 ; H, 5. 0 1 ; N, 0. 
0 5 



(51) Int. CI.® ws'JiB# /rrtfias^ Fi &mmm^m 

A 6 1 K 31/415 A 6 1 K 31/415 

(72)^^# «e Sffi 

^ftmWllJ2T@ 3#«&(013 
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